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1 . IT] The applicant is hereby notified that the international search report and the written opinion of the International Searching 

Authority have bean established and are transmitted herewith. 

FlUng of amendments and statement under Article 1 9: 

The appncant is entitled, if he so wishes, to amend the claims of the International Application (see Rule 46): 
When? The time limit tor filing such amendments is normally 2 months from the date Of transmittal of the 
international Search Report however, for more details, see me notes on the accompanying sheet 

Where? Directly to the International Bureau of WIPO. 34 chemindesCotombettas 

1 21 1 Geneva 20, Switzerland, Fascimte No.: (41-22) 740.14.35 
For more detailed instructions, see the notes on the accompanying sheet 

2. I I The applicant is hereby notified that no international search report will be established and that the dedajation.uftdar 
— Article 1 7(2)(a) to that effect and the written opinion of the International Searching Authority are transmitted herewith. 



3. Q With regard to the protest against payment of (an) addtlona! fee(s) under Rule 40.2, the applicant is notified that 

I I ihe protest together with the decision thereon has been transmitted to the International Bureau together wim tti 
— appncant? s request to forward the texts of both the protest and the decision thereon to the designated Offices. 
| | no decision has been made yet on the protest; the applicant will be notified as soon as a decision is made. 



4. Reminders 

Shortly after the expiration of 16 months from the priority date, the international application will be ^Wished by the 
International Bureau. If the applicant wishes to avoid or postpone publication, a nonce of withdrawal of the ™fna™a K 
application, or of the priority claim, must reach the International Bureau as provided in Rules DO pfc.1 and 90MS-3, respectively, 
before the completion of the technical preparations tor international publication. 

The applicant may submit comments on an informal basis on the written opinion of the Intemalional Searching Authority to the 
International Bureau. The International Bureau will send a copy of such comments to all designated Offices > unlessao 
international preliminary examination report has been or is to be established. These comments would also be mads available to 
the public but not before the expiration of 30 months from the priority date. 

Within 19 months from the priority date, but only In respect of some designated Offices, a demand for intemaBom^ pr^minafy 
examination must be filed if the applicant wishes to postpone the entry into the national phase until SO months ^™^ K> "V 
date (In some Offices even later); otherwise, the applicant must, within 20 months from the priority date, perform the prescribed 
acts for entry into the national phase before those designated Offices. 

in respect of other designated Offices, the time limit of 30 months (or later) wffl apply even if no demand is filed wlthjn 19 
months. *'} 

See the Annex to Form PCT/IB/301 and, for details about the applicable time limits, Office by Office, see the PCT Applicants 
Guide, Volume II. National Chapters and the WIPO Internet site. ; 
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INTERNATIONAL SEARCH REPORT 

(PCT Article 18 and Rules 43 and 44) 



Applicants or agents file reference 
PU4831WO 


FOR FURTHER ^ Form PCT/ISA/220 

ACTION 85 we " a3 ' wnere applicable, item 5 below. 


International application No. 
PCT/US2004/018456* 


international filing date (day/month/yew) 
09/06/2004 


(Earliest) Priority Oat© (day/monthfyear) 
10/06/2003 



Applicant 

SMITHKLINE BEECHAM CORPORATION 



This international Search Report has been prepared by this International Searching Authority and is transmitted to the applicant 
according to Article 18. A copy being transmitted to the International Bureau. 



This international Search Report consists of a total of 11 



sheets. 



fx] It is also accompanied by a copy of each prior art document cited in this report. 



2. 
3- 



of the report 

a. With regard to the language, the international search was carried out on the basis of the International application in the 
language in which it was filed, unless otherwise indicated under this Item. 

| | The international search was carried out on the basis of a translation of the International application furnished to 
1 — ' this Authority (Rule 23.1 (b)). 

b. Q With regard to any nucleotide and/or amino acid sequence disclosed In the international application, see Box No. I. 
fx] Certain claims were found unsearchable (See Box 11). 

|~) Unity of invention Is lacking (see Box III). 



4. With regard to the title, 

|~| the text is approved as submitted by the applicant 
fxl the text has been established by this Authority to read as follows; 
1-AMINONAPHTHALENES AS MODULATORS OF ANDROGEN/ GLUCOCORTICOID, MINERALOCORTICOID 



AND PROGESTERONE RECEPTORS 



5. With regard to the abstract 

fx] the text is approved as submitted by the applicant 

n the text has been established, acoordrng to Rule 38.2(b), by mis Authority as It appears in Box No. IV. The applicant 
L — 1 may, within one month from the data of mailing of this international search report, submit comments to this Authority. 

6. With regard to the drawings, 

a. the figure of the drawings to be published with the abstract is Figure No. 

| | as suggested by the applicant 

|~| as selected by this Authority, because the applicant failed to suggest a figure. 
| [ as selected by this Authority, because this figure better characterizes the invention. 
b - O noneofmefigureslstabepubfiahedwtth^ 



Form PCT/ISA/210 (first sheet) (January 2004) 



{ PCT/US2004/0184S6 



a. classification of subject matteh , 
IPC 7 C07C211/59 C07C211/60 C07C215/16 C07C229/68 C07D295/13 
A61K31/04 A61K31/136 A61K31/277 A61K31/4453 A61P5/26 

According to International Patent Classfflcatlon (IPC) or to bolh national ctassificalion and IPC 



a FIELDS SEARCHED 



Minimum documonlatJon searched (classification system foiowed by dasstfcallon symbols) 
IPC 7 C07C C07D 



Documentation searched other than minimum documentation to me extern that such documents are Inducted in the fields searched 



Electronic data base consulted during the International search (name of data base and. where practical, search terms used) 

EPO-Internal , CHEM ABS Data, BEILSTEIN Data 
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vol. 7, no. 12, 2002, pages 885-895, 


10-13 
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DATABASE BEILSTEIN 

BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 

FRANKFURT-MAIN, DE; 

XP002312537 

retrieved from XFIRE 

Database accession no. 8221473 

abstract 


1,3',6,7, 
10-13 



m 



Further documents are fisted In the continuation of box C. 



Patent famly rhernbers are listed In annex. 



* Special categories of cited documents : 

a A' document defining the general stale of the art which Is not 

considered to be of particular relevance 
"E" earfer documeni but published on or after the International 

fling date 

■L" document which may throw doubts on priority dalm(3) or 
wnlchlscledtoestabnsh the publication dale of another 
cctaUon or Other special reason (as specified) 

•O" document referring to an oral disclosure, use, exhibition or 
other means 

■P" documeni published prior to the international fling dale but 
later than the priority date claimed 



T later documeni pubfched alter the International filrw date 
or priority date and not in conHict with the application but 
cited to understand the principle or theory imdariying the 
invention 

"X* document of particular relevance; tne claimed invention 
cannot be considered novel or cannot be cortstoered to 
Involve an inventive step when the documeni is taken alone 

*Y* documeni of particular relevance; the claimed invention 
cannot be considered to involve an inventive step when the 
document is combined with one or more other such docu- 
ments, such combination being obvious to a person stalled 
in the art 

documeni member of tha same patent family 



Date or the actual completion or the International 



7 January 2005 



Name and mailing address of the ISA 

European Patent Office, P.8. 5816 Pajenllaan 2 
IMC - 2260 HV RrjswIjK 
Tel. (+31-70) 340-2040. TX 31 651 epo nL 
Fax: (+31-70) 340-3016 



Data of mating of Ihc International search report 



24/02/2005 



Authorized 
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Cooper, S 
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Relevant to daim Ho. 
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BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 

FRANKFURT-MAIN, DE; 
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Database accession no. 7464824 

aD 5 tract 

& 0. MED. CHEM., 
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DATABASE BEILSTEIN 

BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 
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vol. 38, no. 8 f 1995, pages 1344-1354, 


1,3,6,7, | 
10-13 
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J. DONALD ALBRIGHT ET AL: "Potential 

Ant i atherosclerotic Agents. 3. Substituted 

Benzoic and Non Benzoic Acid Analogues of 

Cetaben* 

J- MED. CHEM, 
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XP002312531 

Scheme V; Table IV, compound 84 
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10-13 


X 
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abstract 

& J. PHARM. SCI., 

vol. 83, no. 2, 1994, pages 219-221, 

-/- 
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YI-JEN SHUE ET AL: "Direct 
pallad1um(0)-catalyzed aminatlon of 
allylic alcohols with aminonaphthalenes" 
TETRAHEDRON LETTERS , 
vol. 44, no. 7, 

10 February 2003 (2003-02-10), pages 

1481-1485, XP004405249 

Table 2, compounds lc,3c,4c,ld,3d,4d,lf >3f 

IRINA A. BALOVA ET AL: "A one-pot 
synthesis of 1-arylalka-l, 3-diynes by 
sequential acetylene zipper and 
Sonogashira reactions" 
TETRAHEDRON LETTERS , 
vol. 44, no. 1, 

1 January 2003 (2003-01-01), pages 
107-109, XP004397130 

Page 108; compounds 7a and 8a and starting 
aryl Iodide 



1,2,7 



1-3 



YI XIAO AND XUHONG QIAN: "Novel highly 

efficient f 1 uoroi onophores with a 

peri -effect and strong electron-donating 

receptors: TICT-promoted PET and signaling 

response to transition metal cations with 

low background emission" 

TETRAHEDRON LETTERS, 

vol. 44, no. 10, 

3 March 2003 (2003-03-03), pages 

2087-2091, XP004410064 

Compounds Al,A2,A3,A4 

XUHONG QIAN AND YI YIA0: 
" 4-Ami no-l , 8-dl cyanonaphthal ene 
derivatives as novel fluorophore and 
fluorescence switches: efficient synthesis 
and fluorescence enhancement induced by 
transition metal ions and protons" 
TETRAHEDRON LETTERS, 
vol. 43, no. 16, 

15 April 2002 (2002-04-15), pages 

2991-2994, XP004345946 

Page 2992: Compounds E, H1-H4,G 

EDWARD F. ELSLAGER ET AL: "Synthetic 
Schistosomicides. VI. 4-Substi tuted 
l-(Di al kyl ami noalkyl ami no)naphthal enes " 
0. MED. CHEM. , 

vol. 7, 1964, pages 658-662, XP002312532 
Page 660, Table I; Chart II, compound 
VIII; compounds XVIIIa.b 



1-3,6,7 
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1-3.5-7 



3 



Forni POT/1SVZ10 (aondnuaUan et Moor* (Janu«y 200*) 



I PCT/US2004/018456 



3 



C^ConMnufltkm) DOCUMENTS CONSIDERED TO BE RELEVANT 




Category* 
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DATABASE BEILSTEIN 

BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 
FRANKFURT-MAIN, DE; 
XP002312542 
retrieved from XFIRE 

abstract 

& J. CHEM. SOC, 1961, page 4861, 
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DATABASE BEILSTEIN 

BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 
FRANKFURT-MAIN, DE; 
XP002312543 
retrieved from XFIRE 

UaLaUa4C OvCc99 1 Uil ill) - c/lojOj 

Bb strict 

& J. CHEM. SOC. , 1964, page 1183, 
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DATABASE BEILSTEIN 

BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 

FRANKFURT-MAIN, DE; 

XP002312545 
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1020947 
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& J. INDIAN CHEM. SOC. , 
vol. 46, 1969, pages 115-118, 


1,3 
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SYDNEY ARCHER ET AL: 

" 4- ' AMINOALKYL )AMIN0 !-l , 2-DIMETEHOXYNAPHTH 
ALENES AS ANTIMALARIAL AGENTS" 
0. MED. CHEM., 

vol 23 1980 Daaes 516-519 XP002312533 
Compounds 4a-4d,6,16,17a,17b; paragraph 
bridging pp. 517,518. 


1,3,5-7, 
10-13 


V 
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CR 1 Oftfi Q88 A (GFVAFRT PHOTO PROD NV) 
11 October 1967 (1967-10-11) 
page 4, line 17 
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DE 19 54 584 A (CHIN0IN GYOGYSZER ES 
VEGYESZET) 14 May 1970 (1970-05-14) 
claims 1,2; examples 7,12 
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vol. 37, 1972, pages 3248-3252, 
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& J. MED. CHEM. , 
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abstract 
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BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 
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XP002312549 
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Database accession no. 311805 
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vol . 17, 1887, page 412, ] 
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FRANKFURT-MAIN, DE; 






XP002312550 
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dub LI del 
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C^conunuauon) DOCUMENTS CONSIDERED TO BE RELEVANT 


catefloiy* 


C«allon of document, wtlh IndicaUon, where approprfale, of tfia relavahl passages j 


Relevant lo ctetfmNa 

;.. 


X 


WO 03/011824 A (SQUIBB BRISTOL MYERS CO ; 


1-3 . 




SUN CHONGQING (US); AUGERI DAVID (US); 






HAMAN) 13 February 2003 (2003-02-13) 






Page 50, line 24; page 55, nine 8; page 


« 




62, line 4; page 63, line 21 - page 64, 






Hne 2. 




A 


claims 1-16 


14-17 


X 


W0 00/42031 A (BAYER AG) 


1-3 




20 July 2000 (2000-07-20) 






rage 123, line 23; page lza, lines /,8; 






page 163, lines 13,14. 




A 


page 1, lines 5-7; claims 1-8 


14-17 


X 


WO 02/24702 A (BAL0G JAMES AARON ; 


1-3 




PICKERING DACIA A (US); SQUIBB BRISTOL 


* 




MYERS CO (U) 28 March 2002 (2002-03-28) 






Page 173, Hne 16 - page 174, lline 7; 






page 178, lines 17-23 
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page 56, line 24 - page 57, line 7; claim 
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14-17 
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BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 






FRANKFURT-MAIN, DE; 






XP002312551 






retrieved from XFIRE 






Database accession no. 6393231, 8482292 






abstract 






& PHYS. CHEM. CHEN. PHYS, 






vol. 2, no. 5, 2000, pages 981-992, 




X 


DATABASE BEILSTEIN 


1,2 




BEILSTEIN INSTITUTE FOR ORGANIC CHEMISTRY, 






FRANKFURT-MAIN, DE; 






XP002312552 






retrieved from XFIRE 






Database accession no. 3457249, 3464670, 






3495040 






flijS lli jip T 






& RECL. TRAV. CHIM. PAYS-BAS, 


• 




vol. 50, 1931, pages 681-695, 




X 


G. BARTOLI ET AL: "Reduction of Nltronate 


1 




Adducts from RMgX and 






l-Methoxy-4-nitro-naphthalene to Oximes or 






Amines by Trlvalent Phosphorus Reagents" 






TETRAHEDRON, 


• 




vol. AO, no. lo, lyoA, pages 






XP002312534 






Page 3438: Compounds 6a-c v 6e 


• 
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Category • 


Clatton of document, wttr> Indication, where appropriate, of the relevant passages 


Retevanl to ctaim No. 


X 


NIGEL J. BUNCE AND STEPHEN R, CATER: 
"Photosubstitution of 
l-Methoxy-4-nitronaphthalene with Amine 
Nucleophiles: Dual Pathways" 
J. ORG. CHEM. , 

vol. 52, 1987, pages 4214-4223, 
XP002312535 

Scheme I; Compounds 2 on p. 4216; compounds 
3 on p*4217; Experimental section 


1-3 
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INTERNATIONAL SEARCH REPORT 



Box « Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet) 

This International Search Report has not been established in respect of certain claims under Article I7(2)(a) tor the following reasons: 

1. IT] Claims Nos,: - v - , 

because they relate to subject matter not required to be searched by this Authority, namely: 

Although claims 16 and 17 are directed to a method of treatment 

of the human/an fmal body, the search has been carried out and based on the 
alleged effects of the compound/composition. 

because they relate to parts Of the international Application that do not comply with the prescribed requirements to such 
an extent that no meaningful International Search can be carried out, specifically: 



3 ^ because ttey are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box ill Observations where unity of invention is lacking (Continuation of item 3 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



1 . I — I As all required additional search fees were timely paid by the applicant, this international Search Report covers all 
' — ' searchable claims. 



2. I"] As all searchable claims could be searched without effort justifying an additional fee, mis Authority did not invite payment 
of any additional fee. 

3 PI As only some of the required additional search fees were timely paid by the applicant, this International Search Report 
I — I covers only those claims tor which fees were paid, specifically claims Nos_ 



4 n No required additional search fees were timely paid by the applicant Consequently, this International search Report is 
1 — 1 restricted to the invention first mentioned In the claims; it is covered by claims Nos.: 



Remark on Protest [J The actional search fees were accompanied by the applicant's protest. 

| | no protest accompanied the payment of additional search fees. 
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NOTES TO FORM PCT/IS A/220 



Throe Notes ore intended to give the basic wistruotions concerning the fifing of amendments under cuticle 19. The 
Notes are based on the reouirementa of the Patent Cooperation Treaty, the ftigulibon* and the Aorrmblrative Instructions 
under that Treat/. In case of diaerepency between these Notes and those requirements, the tatter are applicable. For more 
detailed information, see ateo the PCT Applicant's Guide, a publication of WIPO. 

In these NaU», "Article". "Rule", and "Section" refer to Ihoproviwone of the PCT, the PCT Regulations and the PCT 
Administrative Instructions respectively. 



INSTRUCTIONS CONCERNING AMENDMENTS UNDER ARTICLE 19 

The applicant has, after having received the international search report, one opportunity to amend the claims of the Q- 

intemational appKoanon. It should however be emphasized thai, since a| parte of the iiasmeuonal application (claims, Q 

description and oYewwigs) may be amended during the international preliminary examination procedure, there is usually * ^ 

no need to We amotidrtiartte ef the daima under Artiofc 1 9 cxoept where, e g, the applicant wants the Utter to be ptibfahed W 

for the purposes of provisioned protection or has another reason for amending me claims before international pbulication. ijj 

Furthermore, it should be emphasfzed that provisional protection ts available in some States only. _f 

What parte of the International application may be amended? — a 

Under Article 1 9, only the claims may be amended. ^ 

During the international phase, the dams may also be amended (or further amended) under AitioJe 34 before ^ 

the International Prefrmtnary Examining Authority. The description and drawings may only be amended unoer 

Article 34 before the International Examining Authority. J~ 

CO 

Upon entry into the national phase, alt parts of the international implication may be amended under Article 28 III 
or. where applicaJtSe. Article 41. qq 

When? Within 2 months from the oate of transrnWeJ of the internatk^al search report or 16 months f rom tr» pnorxy 

date, whichever lime limit expiree later. It should be noted, however, that the arnendments wffl be corwoered 
as having been received on erne if they are received by the International Bureau after tfw expiration of the 
appSoabb bme limit but before the completion of me technical preparations for international publication 
(Rule 46.1). 

Where not to too the amendments? 

The amendment* may only be filed with the International Bureau and not w*h the receiving Office or the 
International Searching Authority (Rule 46-2). 

Where a demand for international prefirrahary examination has been as filed, see below. 

How? Either by oanoeirngorw 

one or more of the claims es filed. 

A replacement sheet must be submitted for each sheet of the dairns which, on account of an amendment or 
amendments, differs from the sheet originaty Glad. 



All the claims appearing on a replacement sheet must be numbered in Arabs? numerals. Where a c 
cancelled, no renumbering of the other claims b required. In afl oases where deans are renumbered, they must 
be renumbered consecutively (Administrative Instructions, Section 205(b)). 

Hie amendments must be made m the tankage In Which the International application Is to be published. 



Letter (Section 205(b)): 

The amertdmenta must be submitted with a letter. 

The letter will not be published with the international application and the amended ^^\* *^£2° t °* 
confused with the 'Statement under Article 1 3(1 )" (see below, under •Statement under Article 190D- 

The letter must be In English or French, at the Choice of the epfrtoant. Hfwev^. ^SW'^Sll^.au^i^ 
International ajipucation la English, the tetter must be In English; If the language of the mternatkKWl eppecatlon 
la French, the letter must bo In French. 
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NOTES TO FORM PCT/ISA/220 (continued) 



The letter muat irxficaie the offferenoes between the daims as tiled end the claims ft* amended, ft mint, si 
parboular, Mcate, in connection with ewh claim appearing m the international application fit being understood 
that identical indications concerning aeveral claims may be grouped) .whether 

(i) the olaim » unchanged; 

(H> the olaim is cancelled; 

(n) the claim is new; 

(hr) the daim replaces one or more 4 aims aa tiled; 

M the ciaim t* the reavtt of me oVision of a claim as fled. 



The statement will be published with the international application and the amended deime. 
ft must be m the language In which the ItrtarTuitionai appptfcatJon Is to bo published, 
ft must be brief, not exoeec&ng 500 wcrda if in English of if translated into Engfeh. 
It should not be corrfusedwimejiddo^ 

as Nad and as amended. It must ba filed on a separate sheet and must be identified as such by aneadmfl, 
preferably by using the words 'Statement under Article 1 9(1) • 

It may net contain any disparaging comments on the international search report or mo relevance of ctefova ^ 
contained m that report. Reference to citations, relevant to a given claim, contained in the international searon 
report may be made only in connection wlh en amendment of that claim. 



The following examples Hhistrato the manner In which amendments must b« explained In the 
accompanying letter. 

a. 

1 . [Where originally there wore 43 claims and after amendment of some claims there are 51 J: O 
-Claims 1 to 29. 31 . 32. 3a, 35. 37 to 48 replaced by amended claims bearing the same numbers; /» x 
claime 30. 33 and 36 iaichangod; new daima 49 to 51 added* w 

2. [Where origJnaJly rhere were 15 claims and after amonefcnent of all daimd there are 11]: *M 
"Claims 1 to 1 5 replaced by amended daims 1 toll." g 

3. [Where originally there were 1 4 daima and the ameridmonto consist in canceling aome daims and in adolng << 
new claims]: I 
-aaims 1 to 6 and 1 4 unchanged, daima 7 to 1 3 cancelled; new daims 1 5, 16 and 1 7 added.' or — . 
•Claims 7 to 1 3 canoelted.- new daim* 1 5, 1 6 and 1 7 added; all other daims imohanged* <t 

4. [Where various kinds of ajnendments ere made]: ^ 
-aaims 1*10 unchanged; claims 1 1 to 13, 16 and 19 cancelled; claime 14. 15 and 16 replaced by amended ^ 
daim 1 4; daim 17 subdivided into amended claima 1 5 4 1 6 and 1 7; new daims 20 and 21 actted, |— 

CO 
LU 

"Statement under article 19(1)* (Rule 4&4) £Q 

The amendment* may bo aoeorrtpsjsed by a statement explaining the amendments and eiolcetirig any ^impact 
thatsuoh amendment* might hawo on the deacripbori and me drawing* f>m*ch cannot be amended under 

• 19(1)). 



It a demiwid for krtcrtwtiorwl preHmmary enamination has already been fOod 

If, at the time of lisng any amendments under Article 1 9, a demand tor international prdirninaryMamir^ 
has already been submitted, the applicant must preferably, at the same lime of Sfing the amenc^nento with the 
International Bueau, also file a copy d such amendments with the International Preliminary Examining 
Authority (eee Rule 62.2(b). first sentence). 



r>H>soquenoe with regard to translation of the ifttmatfcrial application for entry Into the 

The oopiicenfa attention is drawn to the fact that, whore upon entry Into the national phase, a fran^altonofthe 
daimsas anwded under Article 19 may have to be furnished to the c^natedreteeted Officw, awto-d of, or 
in addition to. the translation of the daims as Wed. 

For further details on the requirements d each dwignateo/elected Office, see Volume II of the POT Applicant 1 © 

Guide. 
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